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New rapidly disintegrating tablets for administration with or without 
water, comprise an active agent and excipients to form a tablet which is 
then sintered. 
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NOVELTY - Rapidly disintegratable tablet for administration with or 
without the use of water, comprises at least one active substance and a 
mixture of excipients, where the excipients provide desired 
characteristics and physical properties and when the tablet is sintered, 
excellent tablet binding characteristics are obtained. 

DETAILED DESCRIPTION - An INDEPENDENT CLAIM is also included for a 
process for the preparation of a rapidly disintegratable tablet for 
administration with or without the use of water, comprising: 

(a) dissolving at least one carbohydrate and at least one structuring 
protein or polymer in a suitable solvent, where the solvent provides high 
porosity upon drying; 

(b) spray-drying the dissolved mixture to obtain a matrix or bead; 

(c) dry blending at least one binding polymer. 



and at least one active drug with the matrix or bead to obtain a 

pretableting formulation or adding at least one active drug to 

the solvent or dissolved mixture, or adding the binding polymer to the 

carbohydrate and/or structuring polymer or protein and/or solvent, so that 

the binding polymer and the active drug may optionally be added 

before the spray-drying; 

(d) compressing the pretableting formulation to obtain a tablet; and 

(e) sintering the tablet to allow the binding polymer to change 
status or melt and allow the polymer to resolidify as the temperature is 
reduced to ambient. 

USE - The tablets can be used for the oral delivery of agents such as 
ibuprofen, nitroglycerin, clarithromycib or azithromycin (claimed) . The 
quick disintegrating or dissolving tablet may also be useful in an in 
vitro test kit, a diagnostic kit containing reagents, an immunizing agent, 
skin antigen, aquaculture as nutrients or medicinals, oral hygiene tablet, 
localized infections in the mouth, or to extemporaneously prepare an 
ophthalmic solution for administration to the eye. 

ADVANTAGE - The tablets provide quick dissolving characteristics 
which can be administered with or without the use of water. Since the 
active ingredient or drug can be added to the formulation in a 
dry state, a wide variety of different types of compounds or active 
ingredients can be used in the formulation. The composition can also carry 
a higher payload, i.e. a larger amount of active ingredient per unit dose 
while still maintaining a small tablet size. The formulation can 
incorporate both taste masked and controlled release forms. 
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AB A process for preparing fine particle pharmaceutical formulations having 
improved throughput and producing greater uniformity of particle size 
comprises adding to the dry components of the formulation prior to the 
steps of wetting, extrusion and spheronization, an extrusion aid material 
selected from pharmaceutical ly acceptable oils and waxes having a drop 
point of 15-115°. The process has 3 distinct advantages over prior 
art processes; (1) the amount of wetting agent added to the blend 



of dry ingredients in the wetting step does not need to be 
carefully controlled, (2) the process is capable of producing fine 
particle with size <0.5 mm, and (3) the particle size and the performance 
characteristics of the particles produced is more uniform than that 
resulting from prior art processes. For example, a fine particle 
formulation was manufactured from a mixture containing Zileuton 50, 
hydroxypropyl 

cellulose 5, Na starch glycolate 5, glyceryl behenate 5, and Avicel PHlOl 
35%. 
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TI Controlled release tablet - prepared by dry compression of active 

ingredient, cellulose polymer and difficultly digested material. 
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AN 1986-125498 [20] WPIDS 

CR 1984-312328 [50]; 1990-036758 [05] 

AB CA 1203481 A UPAB : 19950810 

A dry controlled release compsn. comprises 0.1-95 weight% biologically active 
ingredient (I) and 5-99.9 weight% of a controlled release binder admixture 
(II) . (II) comprises 1-96 weight% of hydrophobic cellulose polymer (III) and 
4-99 weight% of at least one digestive-difficulty soluble component (IV) . The 
compsn. can be directly compressed in a dry state into a tablet form 
having a hardness of 6-25 leg. (IV) may be a fatty acid 
material, a neutral lipid and/or wax, e.g. carbaiiba wax, hydrogenated 
cottonseed oil or a 12-28C fatty acid. (Ill) is e.g. 

ethyl cellulose, cellulose acetate, cellulose acetate-butyrate or propyl 
cellulose. 

USE/ADVANTAGE - The tablets have increased vertical strength and 
enhanced resistance to delamination from an external force. (I) is a 
siabstance which may be introduced into human bodies, animals, plants, soil 
and water e.g. drugs, herbicides, antifouling agents, 
insecticides and perfumes. 
0/0 
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ABEQ US 4590062 A UPAB: 19930922 
(+16.4.84-US-600472) 

Dry direct compressed prod, contains controlled release dosage forms 
of therapeutically-active particulate agents, and is produced without heat 
or solvents by (a) dry blending particles by size less 

than 20 mesh comprising 0.01-95 pts.wt. of biologically-active particulate 
solids with 5-99.99 pts . wt . of matrix blend combination (b) compressing 
first blend formed under 1.5-20 tons per sq. in. pressure; then (c) 
recovering prod. 

Matrix blend combustion comprises 1-96 pts.wt. of hydrophobic ethylen 
cellulose, propyl cellulose, cellulose acetate, cellulose propionate, 
cellulose acetate-butyrate, or cellulose acetate-propionate, and 4-99 
pts.wt. of wax, fatty acid material or neutral lipid 

as digestive-difficulty soluble component. Wax comprises carnauba wax, 
spermceti, beeswax, candelilla wax, esparto, or a paraffin. Fatty 
acid material comprises (12-28C) fatty acid, 



fatty monoalcohol, fatty amide or amine. Lipid 

comprises stearin, palmitin, castor wax, phospholipid, 

glycol ipidglyceride, hydrogenated cottonseed oil, hydrogenated tallow, 

and/or metal or organic salts of {11-28C) fatty acids. 

ADVANTAGE - Has hardness of 4-25 kg. with excellent resistance to 
delamination when subjected to an external longitudinal force. 
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TI Dry direct compression tablets containing hydrophobic carbohydrate - useful 
for controlled release of drugs, pesticides etc. - useful for 
controlled release of drugs, pesticides etc.. 
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FDT JP 07059502 B2 Based on JP 60501459, Based on WO 8404674 
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AN 1984-312328 [50] WPIDS 

CR 1986-125498 [20]; 1990-036758 [05] 

AB WO 8404674 A UPAB : 19950810 

Dry direct -compressed prod, containing controlled release dosage forms of 
therapeutically active particulate agents is obtd. by (1) dry 
blending particles all smaller than 20-mesh and consisting of 
0.01-95 weight pts . of biologically active particulate solids with 5-99.99 
weight pts. of a matrix blend. The blend contain 1-96 weight pts. hydrophobic 
ethyl cellulose, propyl cellulose, cellulose acetate, propionate, 
acetobutyrate or acetopropionate with 4-99 weight pts. camuba wax, 
spermaceti, beeswax, candebilla wax, esparto or paraffin wax; 12-28C 
fatty acid, 12-28C fatty monvalcohol, 12-28C 

fatty amine or amide; stearin; palmitin, castor wax, phospholipids, 
glycolipids, glycerides, hydrogenated cottonseed oil, hydrogenated tallow 
or metal salts or organic salts of 11-28C fatty acids; 

or their mixts.; (2) compression of the materials at 1.5-20 tons p.s.i. 
(3) recovery of the prod, having a hardness of 4-25 kg. 

USE/ADVANTAGE - The prod, has good resistance to delamination when 
subjected to external longitudinal force. It is prepared without use of heat 
or solvents. The active agent is released over a prolonged period, especially 



the gastrointestinal tract when it is a drug or nutritional 

supplement. The active agent may also be a pesticide, biocide, fragrance, 

etc . 
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SO Proceedings of the International Symposium on Controlled Release of 
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AB Capric acid sodium salt was available for use as an absorption enhancer 
for argatroban. Drug absorption was improved 3 -5 -fold compared 
with that of conventional formulation tablets. The combination 
formulation of fast-release granules and enteric-coated granules had a 
sustained drug-plasma level. Low bioavailability may not be due 
only to poor solubility but also to tough metabolism 
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AB Capric acid sodium salt was available for use as an absorption enhancer 
for argatroban. Drug absorption was improved 3 -5 -fold compared 
with that of conventional formulation tablets. The combination 
formulation of fast-release granules and enteric-coated granules had a 
sustained drug-plasma level. Low bioavailability may not be due 
only to poor soliability but also to tough metabolism 
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TI Absorption enhancement of argatroban by medium-chain 

fatty acid sodium salts 
AB Capric acid sodium salt was available for use as an absorption enhancer 
for argatroban. Drug absorption was improved 3 -5- fold compared 
with that of conventional formulation tablets. The combination 
formulation of fast-release granules and enteric-coated granules had a 
sustained drug-plasma level. Low bioavailability may not be due 
only to poor solubility but also to tough metabolism 
ST argatroban absorption enhancer caprate sodium salt 
IT Drug bioavailability 

(absorption enhancement of argatroban by medium-chain 
fatty acid sodium salts) 
IT 1002-62-6, Capric acid sodium salt 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; MOA (Modifier or additive use) ; THU (Therapeutic 
use) ; BIOL (Biological study) ; USES (Uses) 

(absorption enhancement of argatroban by medium-chain 
fatty acid sodium salts) 
IT 74863-84-6, Argatroban 

RL: BPR (Biological process) ; BSU (Biological study, lanclassif ied) ; PEP 
(Physical, engineering or chemical process); THU (Therapeutic use); BIOL 
(Biological study) ; PROC (Process) ; USES (Uses) 

(absorption enhancement of argatroban by medium-chain 
fatty acid sodium salts) 
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